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N— R3 (I) 



RltiTJV^H, 7^->Hf, T;V3r-;v^ T'J-^i, TJ^^vi, 7'J- 
j^/us**, #;u***v», 

R 1 ^ R 2 tT'MLTlilMUT U^o 

R3ti**JK?-% T/w^ak #;wi^>2£> rfc/u^— >i>3fc* 

[If** 2] 

TI5-^ (II) •CilLZtL&ik&9ll&£U t *<'>&.o 

Mb 5 i] 




* (ID*. 

*;v5;H, — 

*;w^w;v^> 7*77*^*, tjv*^*^ 7'J-m 

^*#/HJ?-JH£, 7 5 7i, *;v^;v7 5 7l, ^;v*-;V7§7 

R 5 ttTKSRJR^ ^/;«7;^^i«:ito 
R4tR5 tfMtttiil^MLtU^o 

R 6 fiTfcfitMTs r;v^;v|fe, *jus*?#->3fe, **->*;u 

fflU R4 i:R 5 fc-CjgjeU-C<V*>S!t*^-f-*»^ R6i^f;Vi^?^ 
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(ni)4'> ^ 

*;v^vi, #;v**^;v^ **v:2;;v*~-;v^ *;v*- 

R 8 li**®^ tfcli7/l/*A'**r*t. 

R7 iR8 ttl8Lt«MUUv^ 0 

R 9 tt**]*^ r;v^r;v*s fc^s/wat, #/i/»K*~>3fe, **->#/u 
{IU R7 H t &$iWfr&.'=> R 8 tfimW.=i-<VWj&, R 9 li * )V * - £ m 2 & v> 0 

TIB-*fc* (IV) ^^ttS^W^i^-e-Oitto 
Mb 5 3] 



(IV) 



Rioii7^^ 7;v^-;v*> r 7'J-^ T^n^fy^ TU 
-;u**v^ *^sK*->^ #;v*T-;v^ 

Rl lti^XJIi^ * fcii7;v3NV*£S-ro 
RIOiRl 1 i^«ttL-CSt*ji*:3&j£L , rfc iv^o 

R l 2 tt**®^ 7;v*;vS, a/nK-/^ t**/* 

[W 5 ] , ^ 
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[0 0 0 1] 
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»fiu#J <WffXM2m&) . 5-HTiA«#»8fc*l 3 #H) > 

a-Difftt^fe«I (#i*:fcm5#M) *#w^3*l-cv»& 0 try^;ve^y 
y>lfi#i:MLtli, -a-n/<^f KY5^(iY5MJ (#i«:iS£6> 7 
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[0 0 0 3] . 
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t £ % T% If fcf 'J v >i©M-^?)^Sf© * * S#S«J ClTG L T , If fcf V v h If 

U v> ;u tf ^'Jy>«^ & "b ttT v> & 0 $1 x. If, *f fcf 'J 5> > SlS-fr £ 

a* A**^BMb LN-t^-> vfc^nm®., stcam* k 1 o%^7v^*-*'>^ 

v**3MfcRJ6*fH io-eab^o L*U £©fij|i:*v>t, aftJi.*K* ^^aBftikW 
[0 0 0 8] 

Kb 3] 
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i#«p*ik i ] m^mm 99/07695* 

[#tf;fcffifc2] *S#lf&6, 1 5 9, 9 9 0f 
[#^M3] BK^H«9 9/0 3 8 4 7-f 
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MMfcttRl 2] #^2 0 0 3 - 5 1 2 3 7 0* 
[#^E 1 3 ] 11-506118* 

[*4SrW\fcflt 1] ")*^7Vy K • • tT'J (Waif red S. Saar 
i ) m • 3"? • * 7*4 v-f ;V • h U- (The Journa 

1 of MedicinalChemistry)", {T *V *) . T * V Hit 
(The Am erican Chemical Society), 198 
4^, p. 1182-1185 

[»tt2] ya-y -^^ (George L u n n) 3f " S> • * 

7 • * - if— 7^ ^^^h'J - (The Journal of Organic 

Chemistry)", , 7^'J*«# (The Ameri 

can Chemical Society) , 1 9 9 2^ p. 6 3 1 7-6 3 2 
0 

[^M#lT^t$£3] v>>-^'Mb7 • (J ean-Chr i s to 

phe Plaquevent),^ ;W>>A • V^— (Ilhame Chicha 
o u i ) "^V-r-f V • 7* -3- • 9 • Vvxf • • 7*3- - 75^ (Bui 

letin de la Societe Chimique de France 
) " (7 7>A) , 79 yMYJ^^ (Societe Chimique de F 
ranee). 1 9 9 6^ p. 369-380 
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£fcfV yjvf Y?K KntfU y vfHW** iirif y S?;i/fcf^'J v^ifSfl^-H^^S^t 
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(1) TIB— ft* (I) -e^KZ ik&m & <£ V s Z (M&o 
[0 0 12] 

Mb 4] 

R1-/^^^^N— R3 ( I ) 
R2 



[0 0 13] 

RiiJ:7;v^i, r;v^-^^*> t;v*-^^ 7'J-;>i, 7;V3^vi, TV - 
RUR2 fc-caftU-CIHSiiSr^jftbTt J:v> 0 

R 3 te**®^ 7^*^, ft/v^v^ a/m?-*** **~>*/i/ 

[0 0 14] 

(2) TIB-ft* (II) £ tiZ>it^& i 
[0015] 
Hfc 5] 
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R4li7JV^^ T;V^-^*> T^*-^*> 7V-^I, 7^a^rV5, 7'J- 

;v^-^v*. *;v^yi, 
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r;v-Jr-;v^> r^*-^^ t 1 ;-;^ 7*^vi, t 1 ;- 
;i/**v*> ^#v*;i/^-;v3fe, 

*/u/<*>f*afc. ^^7r*^*, y;v*;v^*«. 7'J-^f* 

R 7tR8tt'MttfiilWLtU^o 

R 9 liTlcStJI^ T^^;v^ A;v^yi, ;j-3r->#;i' 

W.=f- R 8 ^ISM^-O^I^n R 9 fiT.JV^-^&^Sft^o 
[0 0 2 0] 

(4) TIB-^ (IV) -CS^tL^^t)^ i^^^o 
[0 0 2 1] 
[<b7] 



(IV) 




[0 0 2 2] 

^ (iv)*, 

Rioiir;v^^*> r;v^^^*. t^*^.;^, rv-^3fe> 7;^#'>s, TV 
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RIOfcRll i«LTSilMLtU^ 
[0 0 2 31 

(5) TiB-ft^: (v) ^&2fi&\£\£*)¥>mmte£"*r>i£' < >yn'&*fc*±' < 

(VI) T'^^n^^tK^Siit^feo 
[0 0 2 4] 

Mb 8] 



R13 




(V) 



R13 




[0 0 2 5] 

S* (V) • (VI) *K 

^_ ;v ^ 75yi 
R 1 3 t R 1 4 t-eaiSt-cmM^^tT'fc J:v» 0 

[0 0 2 6] . , 

S^ n n p^m^> M^t^fHttfflifJy^ 

7=- b 9 1 Fa try yvmsff^itrkrv y^e^y 3;>RS#fc**is>©«Bfcfr8t*«tt 
use * nife-r & fz tb <o^&<Dwm 

[0 0 2 7] 

(I) ~ (VI) ^StL-Mfc^^^T. Rl~Rl4»t7;V 

^>^7*>>;v> ^*"9-7*~>;w ^7^7*->;v, ***f*S"/K -fnv;v. ~> 

^n7"nki 0 ;K ~>?ny?-JK y^n^>f;v, v^n^drv;W i/ ^ n ;K 

[0 0 2 8] 

RI, R4. R7, R10, RI 3^ii7R 1 4 Wt7^-^It^ fcf~;K 
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[0 0 2 9] 

R 1, R4, R7, RIO, R13*3J:t>*Rl 4i«S*?t7M-)Hi:^ 
f--;v % of->^ji/fwm l±3S#t<a^fif $C 2 ~ 2 0 O 

[0 0 3 0] 

Rl, R4, R7, RIO, R 1 3 £ X&R 1 4 7 'J -fr&kii, 

t7f;vf^it6~l oioWI/;li-fS7»J -)vm*mt>-t 0 

Rl. R4, R7, RIO, Rl 3^J:^R 1 4Wt7^3^^i: »i, * h^v 
x j^h^v, yo*>y, 'T'h^rv'. A^yj^^-y, ^T^V* 3r 

, ^-^f-;v^-^v. ;-;vt^y, Kfy;vt^y, ^ 9 7* 9 y^^i/ 

fwlitl~2 0^7JV3 + yS^t^to 

Rl, R4, R7, RIO, Rl S^it^Rl 4^t)t7 , J-;Vtdfy»t{i, 7x 
/*v, t7f;^*yfttfcto 
[0 0 3 1] 

Rl, R3, R4, R6, R7, R9, R10, R12, R 1 3 *3 <fc R 1 4 

Rl, R3, R4, R6, R7, R9, RIO, R12, R 1 3 £ X 0* R 1 4 tf*3Efr"f 

Rl, R3, R4, R6, R7> R9, RIO, R12, R 1 3 & i R 1 4 ^fci" 
[0 0 3 2] 

Rl, R3, R4, R6, R7, R 9 , RIO, R 12, R 1 3 £ «fc t>*R 1 4 ^fr"?" 
?7;W?^;V^t: a x #;ws^^;i/ ; N-^ ;W<?^e>f ;V, N— (t e r t-??-)^ 

) #;w^-ok n— Yfy^/fiJ^^^^ ;v, N-^-^ * 7*->;i'#;w^>r N-7x 

-y^^r'>;V*;V/^^;i/, N, N-yFfv**Mt^K N, N-y7x-**JV 

Rl, R3, R4, R6, R7, R9, RIO, R12, R 1 3^5^^ 1 4»t 
^jv77 ; 6'f;Hi:i^ ^;V77 ; E'f;v;N-if^;v77 ; e^K N- (iso-A 

A^tfyW^7 7 ; &'fK N-7x-;w;i'77 ; E'f^f^7f^;v7 7 ; e>f^ 
36 ;N, N, N--77*b+y^>77 ; E'f^ N, N-v 

*^;v*;V7 r^W ;v, N, N — t* h 7f y^x;V7 r-^-f JK N, N-y'7i-;^ 

[0 0 3 3] 

Rl, R4, R7, RIO, R 1 3 i5 i^R 1 4 ^fofT^^^f i§i (i, 

7"nefl/ft, y^;v^^-, ^>y;v?-*, ^rff-fr 
f-*, *^y;vy:t, /-rt^*, T , v';v^^-, Ffy;vft, A^tfy^f tf<?)^ 
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Rl, R4> R7, RIO. R13*ilJ f RH* t *WJ-)l'ftjlffett, 7x-)V 
Rl, R4, R 7, RIO, RH^iOfRl 4 a*^*?"**"** frtf-X'&t tt. * 

Rl, R4, R7, RIO, R 1 3 &£XfR 1 4***fc't* W F^fcti. f WK, 
N _^ ; v^ MK. N- (tert 7 W F, N-t^f/i") W F, N- 

^^-y-fv'^^ W F, N-7ii^W F. N, N-v^^V? W F, N, N-v 
-fu t?;v<7 W F, N, N-V^^fV'f K, N, N- ^f^^ 1 ? W F, N, N- 
5?*^^f^9Wh% N, N-i?7i-)l"?W WSfcto 
[0 0 3 4] 

Rl, R4> R7> RIO, R 1 Z&tLTfBL 1 4»t7§ y^tfi, 757 ;N- 
^f;VT57, N-7"f;l'75y, N-MvJl'T^A N-f^75/, N-rh7 
f->;i,7 5A N-t^^fV^V, N-7i-;V7^> N~t7f;V75yfO 
^yfI7^i;N, N-yif JV7 5 y , N, N-yA7f;V75y, N, N-v* 
^rfjV75A N, N-Kfy;V7^, N, N-t7^fy;V75A N, N-i^7z 
-;V7 5/f0^7 5/S*$i3tc 

Rl, R4, R7, RIO, R 1 S^itFR 1 4« , $fet»*#^7? T 
^f;V7^y, if;V)t;;i'*-JV7?7, t e r t-7*f>*H-^7 5/', n-*^ 

y*;v**-;v75 7, n-AWyW^y^^-^75 -/^fc&fr^o 
[0 0 3 5] 

R7, Rio, r i sjsitFR i i wr>jsfrt\u mmm^, jkmrn?. 

Rl, R4, R7, RIO, R 1 3 1 4^t)fAf n»i:lt 5-10 

7y>, T4ftf>. 7yy>> 77->, r-tfv>, f7V-;K ey 5 

v>\ tfV^^v, b'J7y>> m;tV-;K xh9v*-;v> ^5^v'-;v, t?9V- 

[0 0 3 6] 

R 1 ~R 1 4 ^fett^itL(bO@^iiM^Sm***tTV>T^> J: < , #fclRj£3n 
[0 0 3 7] 

* fc, RUR2, R4tR5, R7i:R8, RIOtRll, R 1 3 £ R 1 4 £ ^M. 

* ^ > £o«WWB>R]3* ; ^>-tf>, ^7* V>ft^03Sr*»; tfn-JK Fnfn 
-;K If V tf^y, v*fc: Knif9^Af n^&^fibfr&o itL^o^ti^^ 

[0 0 3 8] 

*&W<Dtt&mtels^X, R l:l5j:O r R4 , ±0*L< , ±&3RRl~l 2^)7;v+;H, 
»6~10O7'J-;Vi, M^/c(i»«7 5 7S, ^HC^, 3 fSHR^Tf* 
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R2, R5, R8, 1 t±«F* U < tt^^lR^F* 3t »±lft*«fe 1 — 1 2<OTfr* 

[0 0 3 9] 

R6, R9i3J:tfR 1 2tt0*L<l±**« ; ?-, KHRRl-l 2©7W», 

-^3fe-e**)> left L<li^mm^ 7'J-^fi^f^ 7'J-*W7*3* 
->#;V>i?-;V*T*ab*o ffiU R 4 t R 5 i:T«Lt^>-tf>f R6 

R7, RIO, Rl 3£itfRl 4li»IL<tiMl~l 2 07M**, fikM^k 
[0 0 4 0] 

:i?lliLtii, 7**y&JPWk 7 /u * y 7^-f 7?>tt 

#;v->?A, ■7ni")A|07^* y±S&JS& ; rf7>W> ; e- l )^7^ 

, ^yy>7rA 7x^f;v7rA tr^y>*> N ^yx^;-^7r/, ys-ts- 
;v7?>, hy* (tKD* j />f^) 7^ 'Jy>, r;v^->, n-^^ 

3a^*m#Mi:LTtt % mkMmmt. ^t^mmm., BVitymwtm., mmi&> y 

„ -f-b^^^m^ n vggl, iHI^f (f ?« 

[0 0 4 1] 

*&W<D&]£xmm$&®n<oMm~-'&&: (v) ^*fr$:K£try y;veyy>ifil# 
(jeht, trtry v>mm>tetv&%z-?2>) immzmmT, ^ury^yj^mttzit^ 

>> ? ;^^^r->3&;v^-;^^^•7-1' F«££:j&£-£. &v»-c|$p>*L;fc AftftJi 

£t3s3ji] U i Wfto-tt* (vi) $ ti& tr y y;vf h 9 Ko tr y v >MBS »i tr 
y v^vtr^y v>s (J2Tf> try b7t Kntry try v^tr^y v> 

4 ' - ^ t: v y ffl v^k^ > v ^ t BLB mttzmZB-ftf, #3&§B»±£*u::fi& 
[0 0 4 2] 
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[0 0 4 3] 

2r*n<£>yjfe> 0»;Ltf, tB2 0 0 O-3 5 5 5 8 0t> #M 2001-261646 
#B2 0 0 1 -2 6 1 6 4 7 ^KfBfcO^&K X *) i fmf&"C*> & • 

[0 0 4 4] 

>f k, ^y-»/oU\ ^>'»t*v*W-Hn7'f FT?* *K i^lft L<l± 
/<yy')vyn 5 Kt^^o Anyvft^^y^Mfflf litff V v 1 m o 1 K 

JJU fftKliO. 5-2. Otemo 1 *) , i «J#S L< ttO. 9-1. 2fmo 
i-e*4o ^>y;vt#v*)i'^^7'f K«©«ffl*tt^^U W^f^l mo 1 
ffJKliO. 5~3. Otmolt*^ iDffiKlil. 0-1. 5fmo 

i -e&& 0 

<DEU&l£isV&EU&mgLi*0~~2 0 OTC-CfrfctU 0* L< (i 1 0 - 1 0 0°C<£>fEB. <£ 
L< {±2 0-8 0t:of&Ht?&£o itLfe 0^*43*2 4H«^rtt^7L, #5- 

< <dw,& 105-12 mm-ewMvm&tmmzti. ft * l < « 1 o #~ 4 usra-?* * . 

[0 0 4 5] 

0 0 1 ~2f&MO$SfflT-|£ffl£*L£^ jJ$L<tt0. 0 0 5-1^11, J:<9£F2L 
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<140. 0 0 8-0. 0 8^fiMOfEffl-e*^>o £ fc2«&±0#Jf&£^LTJBV>££ 
[0 0 4 6] 

±ieM^<^ffiffl * « > tr 'j ^fHtKn tr y u >m * tr tr y v > n 

|#WU if 0. 0 0 1 ~ 2 f&MO|EHT?*> »9 , £F£ L< (4 0. 0 0 5-lMt 
6D«£H-C&*K 4 *9#?;i: L< 14 0. 0 0 8- 0. 0 8fetttf)iBt*5o tfyy;vtT^ 

y v>3S£ £i&-r vfify wsis^wu aisro. o o 1 - 2f&ms<^^Hx- 

$>D. fift L< 14 0. 00 5 ~ 1 $rMO$£H-e& > J: «3 8P£ L < *4 0 . 0 0 8-0. 

«5c J RSo i RliBSflEt4 > a* 2 0- 2 0 0 < CTfft>tL4*«, Sf£L<f4 20-l OOtO 
$eH> J: L< {4 3 0-8 0 "Cof£B 
[0 0 4 7] 

;i/ ; s y?u^*c*.> ; l , 3 -~>* n*s*-9- $;:=.> ; t Y^-jy ; >M ; *° 

iSiM^K'J>;m *J:^7> ; E-7Af(077*-7, hVxf^rr/ 

So itte,t4 2 5ttJ0L±O7K*ai«r?S^L'Cffiv»SCli:**-Ct. S^ffifflOlROft'frtttttt 
|C^^:H { ti^o M7CO^^)7X*JE}4. jit 1 0-20, OOOkP a Of&B"? 
frfctu t?y v;v-r h v Kn try ffJKlti 00-10, 0 

0 0 k P a OfBH 4 L<i4 100-1, OOOkP a <7>fSffl-C& &o tf y 

v?;vtf^y y7«^Mt^>t^ #3: L< J4 1 0 0 - 1 0, OOOkP aO$£ffl-C& «9 
„ i»)ffil<fi3 0 0~l, 0 0 0 kPa<D|ffltib^o £ ftfc WRJfotiiilir 2 4 NfHQ 

art-c*f7L, #<<*>»£\ 3 o^~i zv&m-em&om&iffimzii'&o 

[0 0 4 8] 

y^nn^>^fy^<7)^#^^ ; try r-th-hy;K n, n-v>^-;v*;va 

75 F, N, N-yVf;V7th75 K, N-^f-;VtTny K > & ^©tttti&SE ; fifcSM 
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